a9)o*B»»jT (J p) 



<i2) ^ P 4t ^ ^ (A) 



#M¥7- 109265 

(43)^910 ¥^7^(1995)4^255 



/CI ^ T_.+ PI 0 




IT T 

r 1 




\^ V I U oVf /ol 








A fi 1 "tr Q1 /^A 
/\. D 1 iV Ol/*54 


A A 17 QAVZA A 








A A I<r Q>IC^/l /4 

/V/Viv y4a4 — 4 C 








ABU 9454 - 4C 








ACP 9454 - 4C 














(2i)aigi#-^ 






000000033 










(22)£ll^H 


5^^(1993) 11 ^260 
























^5 0993) 1^120 








(J P) 








1^^^5 - 202365 






(32)«5fe0 


^5 (1993) 8^160 








b:;^ (J P) 







(54) [S!?g(0^^] 2, 3->?tlHD/^>Vy^^>M^«: 



(57) mm^ 
m^] s (1) 




( 1 ) 



2j0^e6]^TCO^I§C=£ : A«C0Sfc{^S02 ^ : R2 
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(2) 
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* Wtl] 



[«f*«1] (1) 



[il^:©2] ^ (2) 

Hb2] 

-CH2-N-(CH2)n-NH2 

Rii 

\ 

CH2-N"(CH2)n 



10 at 3] 




n^Yk'a'itel=&Mj*:-ti:Lis6. ^E: (4) 




(4) 



Rll> R2 , A, *K(:/n»if9i2a:rai;iS*S ★ (1) 




CH2-N-(CH2)n 



11 

-N-A-^ 



(1) 



(^+Ri , R2 . A> *RtXnfiirfatiHic;iet*** 





(1) 



2 75>^6^-ecD^|gC^ ; Ati C 0^;t(iS 02 ; R2 



[0 0 0 1] 

mm^KDmm^m'i 3^^^^^, ^^7^2, 3->?tK 



CO 0 0 2] 

> (5-t FD^i/hU:?^i5^a> (5-HT) ) f)%. 
W^. IBIS. {*:iaiSgiS. mm. ^mffm. 5::>> X 

(i^l^y > (G 1 e n n o n. R. A. , J. Me 
d. Ch em. . 3 0, 1 (1 9 8 7) ) ) « 

[0 0 0 3] -irn h->;0^f^ffl-r^i/-ir:/^-cD-5-^5 
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(3) 



!|^ll¥7-l 0 9 2 6 5 



3^Elf^, 4 7#, 1 9 8 9^*ifiJ-^, mi 24 1 - 1 2 
48M;J. p. Feighnev, W. F. Roye 
r, P s y c h o p a t h o 1 o g y, 2 2» 21 (1 
989) ;P. R. Saxena. C. M. Villa 
Ion. Tips, 11. 95 (1990), N. Ma 
tsuki et al.,Jpa. J. Pharma 
col. Suppl., 58, 313 (199 2) 

^) o 

[0 0 0 4] 




\ 



10 



< [0 0 0 5] 

-feDhn>7:ftf^^T5 5-HTU]^ir:/i5^-trM 

[0 0 0 6] t-;^t?-&:^%9J«, ^ (1) 

[0 0 0 7] 

Ut7] 



H 
I 



CH,-N-(CH2)n-N^A- 




\ 



(1) 



[0 0 0 8] Ri \t7jf:m^T^Tz.ui&mrjv^ 

02 ^ ; R2 f^;;!K^M^. AD>7'>M^v ;\py>M^ 

mm^tn^nmto ) xm-^n^2, 3->^t:Hn/^ 

[0 0 0 9] ^r^i. y^^m(Dm<Dumt. mm<D^ 
(1) T^$n^2, 3-v?t HD^>'y>^^>ii^ 

[0 0 10] :^^m\z^\^^XWRTJV:n^iymii 
\t. Cl ;^i6C4 ^TC>*^3^;5fiti<^dboT'b<kiir;Pn 

^ji. mmmi^. ^mm^f". mmm^^y^m [f 

[0 0 1 1] ADy>MT"egM^nTViT'b<tvi<g:jgi ^ 
)u^)u^(D-m'^rz\ti^m<Dyi^mmf'tv\a^>M^\z 

^f-x^^xh^K. ^rc^<Diim%mzm^'^nr3:\^\ 

CO 0 1 2] *:^?go2, 3->*t Hn^>V^:7^>^ 

m^^rzit^(omu. &.T<D^f^m^\z^r)mmx^ so 



So Ti^t)-^. S (2) 
[0 0 13] 



CO 



Ml 



CH2-N-{CH2)n-NH2 



(2) 



[0 0 14] i^^. nf3:ttri2i:[^^(Dlc^^^^ 

■To ) T^SnSft-a^ifei:. (3) 
[0 0 15] 

[^b9] 

(3) 



[0 0 16] (^tf'. R2 , A\mmtmm<DM^^^ 

ae)> 5^ (4) 
CO 0 1 7] 

Ut^ 0] 



CHj-N— (CHa)n-N-A 



[0 0 18] (^4^, Rll. R2 , A. *S:rXn«ttrfB 

<hi^i;jt9^^£^-rc ) T^sns^b'&tr^^j^b, rii 

VX. :*:5g?gco^ (1) -e^5n-S2. 3->?hHn-^ 

(1) (DRlf)^?^mm^X;^^^^^f)^i^^ 
(1) C5Rl7!i«i£lg^T;U^;UST^S>fb-&«?^#S^'& 

tct^. mm(or)\^^MmM\zxr)i^t^r)],:^)\,^;^m^ 

A-rsx^^^irabTt)J;v^o 
[0 0 19] Rntr*5ttS7^/So««Sa:bTti. 
(3) (0{\:^i^t<D^m\Z^LXs Rllom^TViS 
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fiRe##JC'rnt^.t:Vi (^U-> (Green) >^ 

(Protective groups in 
organic synthesis) 1981^ H 
7^. if^)—>. V^yy (Green, Wu t s) 

-fev'X (Protective groups in i^? 
organic synthesis) 19 9 

ii^ii7^^#M) • mi^mz^m^^m^t^L. m 

^\t. t-:fh^>^ti)V^-::^)Um (BocS) , 
;U:t=^^>';^;Vxtt-;|.a (CbzS) . 9 -:7)V:t 1^:^)1 
^^>^:^)U^=i)Vm (FmocS) . x ^:^>':^;;^2^^- 
[0 0 2 01 ^ (2) (D{t'^(^(Omm\t. ^<^@t)T 
fe^o ^ (3) cD^ft-a-^tcistt^BSiBISxaifj;. 

^ (2) (Oit^mh. ^ (3) co^b^tri;&t^J5£:b^ a? 
(4) (0>fi:-6r^^7^§^ji£;tc[ig^L. S^&cDta^tc^fav^x 

^ (3) (oit^m^^mmt^m^^x^. mmt. mm 

[0 0 2 1] S (3) (Dit'^mn,. 'Jk^tD^^m^:^ 

19. ^^y-f ;i/i7nu ^>y^-f ji/:/D^ 

m-p^ h^i^^>^/'f JP:57DU F, p-ptK4^i^^>y 
'f;i/^DUF, o-i^Da>^>\/-f;i'^/DU F. o-y 

U o- hU >';V:tDpt5";^vs^>^/-r;V^nu p 
- y;V:ta^5^;p^>y-f ji/^nu h\ o-nhn 

p-^ h4^>'^>-tf>x;^7^-;p^7DU H> p-i^no 
^>'tf>x;v:^N— ;i/^7pij H> P-- hn'^>-tf>x;i' 
/jN-jUi^DU H, p-::^nqE^>if>;^;i.7}>r:;V^;nij 49 

[0 0 2 2]^ (2) (Dit^mt.^ (3) (^^fb^ffetc^ 
So a^e^llcca:, 5C (2) (D^^mt.^ (3) colfc-^^^ 
X\t. ^7Dn/^;VA, t^>fb;<5^W>, >^x^;Wx-7^ 

(2) ©{b-^^JC^^fbSC (3) (O^^m^. il^O. 1 50 
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6 

-1 O^fi, 1^tC*f^U<«l-2^Sffltmf^<fcVi, 
^fi^^^ja^^^^t, MJtcr)fi^£M^'rntiJ:Vi;5t, ^ (2) 

o^b-a-i^ios-i 0 ofscr)^fi;ot«^^$n^o Km-x. 

[0 0 2 3]^ (2) (O^^mh^ (3) (Dit^mtCO 

4 - 5^;1/^:;I//In U U < mMti U 

(3) ©^^?g«!:t^St>U<til. 5^M^06l>3ia 
[0 0 2 4] ^ti^ (3) cOjb'&i^<DX;0^OH-C^S^i 

^tcti, ^ (2) <Di\L^mt(oKmznvx. m.mmt 

^v^^)\/^?uu^}V:^-'ho:>mz. :c^}]/^uu^)V 

h\ 1 -X^JV-3-. (3->?^5"Jl/T5/ 

[0 0 2 5] ^^tf. K^^4>ffciS»Ji:bT, ^V>^5^;P^ 

*m#K. p-^h^'>^>V^^-;i>Zv!yhVj:^ 
<7)^tt>fb^£ie^^i:-r^K^^5ie (3) (D^-^mt. ^ 
yy^^Jl/^ nnTjN x5^;i/i7nD4^jl/;?c- 

i:(Ccfc^T^ (3) <D'fbr&i^c^^tt'fc3?>«T#^o ^CD^t 
^i:UTti, N'JX5^;i/7^X tf'Ji^>. 4-p<^jl/ 

^i^Jcffil^^±fficoKfil<4fl:SUf^> S (3) (Dit-^mo 
l-5^S, it^tcj?^ L<t^l-l, 5^filHliTSJt£; 

^■ars. K^SEcfflViSiiScDSti, _hiac[>K^i4>fbi^j(D 

l-2^ffi, 1^(Cif^U<«l-l. 5^fiffiV^^. >F 

ziti^^x^^f)^. mzt&'^vK^t. -2 5t:;5^6 sr^ 
m<Di&mrfxn^<Dfj^&i^K ^j;tii<Dmj\t. mm(om^ 

^^-oXm^^tfi^X^^ti^, M«l 5^;!J>6 2firW-e 
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(5) 



[0 0 2 6] m<vx^ (4) (Dit^mm^n. s 
(4) (Dit-^mcDRiiiiitr ^ /^(o^ms^^^m-^iz 
\t. ^ iD\z^(D^mf)^^E^mh:^^. ^ (4) (Dit^mt 

7K^iI^mtVx^\ff^z.ti!)^x^ 

^mf)^i^<±^vr^L^\z^±T^z.tf}'ix^^f)^. m 
S (cbzS) . ^^v^^i'S^Tr^sJ^^tctl. y^^i^ 

vrz:t^\zt^±'r^^iif)^x^^i}^. mnim^f)^^s 

[0 0 2 8] ^;/t»giS75t, ^>zy)V:t^zyt!)l:!^::i)l 

m (cbzS) ^Ta&s^^(cfri, :g:^[:**^oe^K^ 
^^it^^m^iz^-Dx^um-^n^. m 

mx^mvxm\^^^^hif2^x^^. ^m-r^mmtv 

X. ^aa^jVA. ^it^'^U>. e^x^yi-x-T^^k 
y^h^}i}^ay^>'/^^^mtVX^^f^CLi^iX^ 
So ^fc. Kf^^\z±^'r^^>z^)l^ti^:^><Dy.:t3^ 
> >^ ^ - (h b TTx V — ;k 7— V — <h* ^SfS: 
m^\z^W^^^z,Li!}m^V\^\ fflv^SX;^^>v»^ 

\t. i--! 0 o^sc^ffls^^^sj^snso sii&f^, 



7-109265 



S 




[0 0 2 9] ^fz^mmti^. 9 -yJVytU^^JVrt^i^tt 
h^i^tJ)l^=.}m. T'iz^)]^M^X^^m'B\Z\t. ^ 

)vy it u >^(DmmmM. 7jc^ii::^ h u oi.m<oimm 

St'<t D®i«^^ns. »r<bT^ (1) c^)Rl;0txK3fe 

;HbK^j3i;0igj|ftT;i'^;^^^^AU 3; (i) cor 
CO 0 3 0] ^ (2) ©{b^wt. mx\t. 

cD:^^{c,t;D5i»^nSo Ti^t:*-^, (5) 
[0 0 3 1] 

[Yb 1 1 ] 

CH2-N-CCH2)n-N3 (5) 

[0 0 3 2] (^^. Rll2fctXfttift^fai|aIi;jic5fc^^ 

f^c^b-^. s (5) (DVc^^\znvxmm^. a 
^e^jcfs. ^ (5) c[>^b-a'i^cDisa9g-2 osM%. 
if^^cSF*b<«, smfi^'-i oma^co/^^i^T^A- 
fi&tt^^&ffiv^. :^^:^fx^^inJ*rSo A^v-^A-^tt 

^iiLTfl. mSgcOA^v^r^A-^tt^^ffiViSCi^O* 

1 o%/^^i^'^A-fi&tt^:&ffiViSo ^od^od:?^^ 
tbT. ^K^{b'J^'^Ar;U'5x»>z., :*:*^b>^^^S^:^ 
h'J'^AT^cCif&ffifflLTiSTC-rsrii'bT^So jItcH 

^At. mn. ^m^m^^xnx\t^<. 
coa^is$^-rnt^<i;Vi75t, (5) coft^^g^co 5 - 1 0 

Of&<Dffifi;&t«?iJ^$ns. J^ai^^T^M 

xK^^<omT^^^^Li}^x^^ti\ mi^z oomf}^^ 
3 HffliTfci^T-rso ^ (5) <Dit^m<oKmz^\^^ 
X. T^jm(D^mm(Dwm\z^^x\t. ±iacD5S7c(c 
u\.x'^(DmikK^>^fim^^(Dx. mMKi^^mc-^is. 

[0 0 3 3] $i^ir, ^ (5) coifc-g-i^jt. 

(6) 
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Co 0 3 4] 

Mbi 2] 




CH2-N-(CH2)n-Xt 



(6) 



[0 0 3 5] (^tfRllRO^ntiMiatHUlC^^^ 

XI iifij£gi^$^-ro ) ^^-^n^it^^L. Ti^ 
CO 0 3 6] r^^YVcmm. r>?<t::^hu»^A. ri^ 

(6) Ofb-^^JC^fbT, l-lO^S. ii<\Z^^\^ 

f*^^<^st^> m^o^^^miR-rmtj^^^t^ ^ (6) 
<oit'^m<o B^i 0 of&offiadi^y^^ns* 

Co 0 3 7] ^ (6) ox ld^;<^>X;U;J>XJb:^^-> 

m^\t^ ^ (7) 
[0 0 3 8] 

[^bis] 

•CH2-N-(CH2)n-OH (7) 



[0 0 3 9] (^Cf*'. Rimr;:n«tiriBtl^i:o ) 
^n§^^ig^(h, p- h;i/X>x;P*:x;i/^^nU H, p 

(7) Ofb'&^lCMbT. 1-1 O^g. ^<\z^±\. 
<\t.. 1-1. S^Sffiimt^Jcii^ SifKtccfev^ri^. 




40 



Jil. 5^fi^T(D/i>ifii^fifflVi5^:t;5W^bV^ ^ 

^uuiSr^)Vl.. mt^^V>. >'x^;i.x-rr;k 
-7" h 7 1 H n :7 ^ Sr^ t L Tib ^5 

^ (7) Oft;'&4*^<0 5 — 1 0 0^<D^a;5t^^$tl-5o 
^jfSii, S«-2 5r^i^4 ox:. !KptCff^U<«, ^ 

[0 0 4 0] ^Tc. ^ (6) oxiTtf^iSpgii^. ^mm 
oan. ^ (7) o^b-^if^ir^bT, im^j^±m^^ti 

20 t^<tV>;&^ M^l 0^S-[^±T^oT'bJ:Vio h»J:7x 

rvz^fjji:i^^^->u-h^ao:>rv^^m}t. ^ (7) 
(Dit-^mzMvx. i-^iom^. t<\ztti'^\^<\t. 
i-3^affiv>ntfi:v^* 51^. yf^i^mi^'^^ 

^}]^r±iYT^Y. i^x^>ii/x— T^h-^tKct:? 
J0 5-10 Ofgoi3S;&^0i|^$n^« ^*t^> iS*> 

[0 0 4 1] :^ (7) (Dif^mt. ^^^^tifn^m^ 
m^^Xn^:iti!)^X^^. 0iX\t. ^ (7) (DRUfim 

mT)v^)mx^^m^. (s) 

[0 0 4 2] 

[^bi4] 



K 

\ 

CH2-N-(CH2}n-OH 



[0 0 4 3] (^Jfi, nJtMIBtHC^S^^T^ ) X 

)v^MmM\z^y){m.r)v^)vm^mxr^ z. t{z^ 
oT#6n*. ;in6cor;i'=^^ju{fc^ig«. ^(8)0 
^t^mzMvx. 1-1 o^a. ii<\ztfi^^v<\t. 1 

50 -3^S^Vmt^ct^i« Kf£:tC:feV:»Ttl. mM^WtE^ 
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(7) 

n 

L<\t. mmtJV^iK. ^ffirf-hu-^A, mmy^m^h 

^ (8) <Di\:^m<D 5-10 Of&<Offlg;&t«fiJ^^nSo 

3 Bremrt-^o 

[0 0 4 4] ^ (7) <DKiii}mmr)v^)iM'c^^m 
^\z. ^ (7) <D^t^m^^^m<o:^mtvx\t. 

r;i^7^fc Hi«^<^aJi, (s) <7>'fb'&i^ic^bT, 1 
sjc&tcfflv^^^^jRjoat^. ^ (8) (D\\^^m\zn 

Jk X^y-;i/?^^^^i:LT^frf5Ct>^f^T?#S. >F 
(8) cD^b'&^CO 5 - 1 0 Of&coffifi;5)t0»|^^n^o H 

[0 0 4 5] ^/b> S (7) C0Rm^7-^/^(D«S^ 
T^^J^-^. (8) ofb^i^^£r. V- t ->^^;V'v^:^; 
-2t^^-h (Boc2 O) , ^>%>y\^z^^l^ti)Vif^z:.)\, 
i^DUH (cbz-ci>. 9 -:7;^:tl/x;^^5";Ui7 
DD7^;V>-h (Fmoc-Cl) /i^cD^^til^i:^ 

^ (8) <D^b;>&%t::^LT, l-10afi> t<lc&^ 40 
tf^^li^^-e^^o ^^i^a^^oSfi, jgl[(^S^]S#^ 

•rnt^j;^^;^^ ^ (8) (oit^mos-^ioomo^mm. so 
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)t^<omTU. Wm<om^^'h'DX^^^hi!)^X'^^fi\ 
[0 0 4 6] ^ (8) coffc-^ifeji. «£*^eitl/tT-feS: 

m^'^xm^z.hti^x^^. mx\t. (9) 

[0 0 4 7] 
[>fbl 5] 

[0 0 4 8] (5^;^. XI «MfBt[^i;^5^^^-r. ) 
i}^^n.^i\:.'^m^. 2-T^yx^y-;k 3 -ray 
-i-yn/^y-;k 4 -T^ / - 1 -:/^y -;K 5 
-T^/- 1 -^>^/-;k 6 -ray- 1 -'x^iJ- 
y-;i'^i:<^)rayr;p:3— ^ (8) o 
it-^m^n^. Sf£f:{cffli>^rayr;pa-;v^i, ^ 

(9) cD>n:^#;lc^UT, 51«i^Si^^±sn«J;<. 

ie^aTVixt><i:vi. mm^rc\t4^m^mii^<Di^tDr)\z. 
±fHr a y rji/a-;v:£ffli>Tt> J:Vio 

[0 0 4 9] :^^gttiK^i:LTJl. 5^;P^^jl/Ar a 

H> v^y^^jvr-fehra >?x^;i/x-5^;k T^h^ 
tHn:7^x y^y-Jk x^y-jk r-fehxhu 

coS^&M«-rnt^J:Vi;^ft, S (9) (D^b-^t^co 5 ~ i o 

ff^7!rMiJD^^*f^ KTff^t^J:<. «FtCjf^U<ft> mm 

X^^^Ztfi^X^^f)^. ia^3^^?!i>^2RmT^TT 

[0 0 5 0] ll(0^o:f3i^ (9) O^t-g-^F^^-SfcesbOr) 
;^?5fell, 3g¥«lS8 8 (5) , 5 0 3 -5 1 2 (1 9 6 
8) *3t[^4*Pi¥3 - 1 8 8 0 7 7^lC|B«$nTVi 

jinec^^i^tripuT, ^ (9) (D^t^mt. i\sm 

[0 0 5 1]^ (2) CD^b^i^=£#Sfl&<D:;t7fea:LT 

\t. ^x¥<o:^m^^^o -rut>^. ^ (i o) 

[0 0 5 2] 

[Ybi 6] 



(8) 

13 



[0 0 5 31 (5S^> *, n, RlU^ttrfB^il^i;^^^^ 

ut>^. ^ (10) (Di\:^i^\znvx. 1-1 o^s, 

t<\zttf^^V<U. l-3^fi0^7Kfc: K^i^>, 1 0 i^? 

;!)^. ^ (10) co>fl:^«b<^)5-i 0 Oi&or>ffiS;&^0il^^ 
[0 0 5 4] ^ (10) (Dit'^mt. ^ (1 

1) 

[0 0 5 5] 
Utl 7] 




[0 0 5 6] (^*RiifriitriB,h[^i:^^^^-ro ) t 
^H. N— O-t/D^yofc?;!^) :7^;w^F> n- 

i^i^j^. ^ (1 1) (Di\:^m\znvx. ii^i^fij!^± 

(1 1) cr)>ft:^l^or) 5 1 0 0f&©.^S7!i^fiai^$ 
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[0 0 5 7] ^ (1 1) -esj^ti. M^co^ 

(9) x^^n^^^m^L. 4-;>th 

\ZWi\^^^T ^>\%. ^ (9) <7)|b'&itS&(C^UT. M^l 

hr^K. >^x5^;1/x-7^;k ^h^t:HD:7^>. >c 
^ (9) oc>>fb-^#j(^5~i 0 of&<D^a*^csi^ 

Tfi, hux^;i/7 5>, tru>?>. 4-^5^;i/qE;vz|N 

^^Z.^\Z^^'ZmM'^X\^. ±IBa*«, 

[0 0 5 8] £A±0^^(CUT^ (2) Oib^i|b^&^< 
[0 0 5 9] }:MK^^z^K>%^X\,^im^<n^ (i) 

(1) CO{b^#j«, ^{«p 
::/nhr^>^. A^h;Vx>x;P3M>^, VW>K, 

[0 0 6 0] ;ine)©j^^^ (1) m^-^mti^^m^yz 




(9) 

15 

;it^t-c€r^« m^i:i. :^^m<D^ <i) <D4t'tm\zi 
[0 0 6 1 1 ^(1) oit-^mu. i^nmm^mi^x:^ 

(1) CDfb'&'g&tS. cn^'y-t^<^^v<\t. 

[0 0 6 2] »f<UT#e-n;^c:!^^^(Difr^S;^2. 3- 
i>\iYu-^ZyVy'7>mm»^f^\t^<DWit. 5-HT 

[0 0 6 3] ci<Dj:5;^irn h::^>nm^mTm:mmm 

M^mm'^\z\t. ^ (1) <Dfb'^#r^:^c:{i. -^tie^c^ 

mtLm^m\zm^^ti^\^mu^t:^m.^^t^^. 
tesi. 3^111. iifeso. ti':/'\immtm\-f^ 

[0 0 6 4] mx\t. mi wmlm. t}^'^)vw^E(o 
f^uM<Dmmz^r:^^x\t. mm. ^m. sn. v>- 

[0 0 6 5] ^MP^^S^KT^tCf^, ^&fl^PJtUT- 
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mm. mmm ^^m. mmm. mmimuii^m^x 

mahi^<mmu\z^om^'r^zti^^x^^i!)^. 4^ 
&u^^tvx\t. m^p^m^. ii^mp^t^^\z^^m 

[0 0 6 6] :^mM<D±:n h=:->nmmmmm^mmm 

(I) (Oit^^LVX. 0. 0 0 1-1 0 Omg/k g 
[0 0 6 7] 

in^m^ :k\z:^^m<\:'^mz^\^^x. ^(ommf\^m^i^ 

(A) ^ty h?Smi®^<Oi^M 

U7.'mmi^mm (ph?. 4) ^^MATSiiiu 
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